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Abstract of JP2000001541 

PROBLEM TO BE SOLVED: To obtain a 
compound used for modification of a 
phospholipid for the purpose of the extension of 
the residence time of a compound or a drug in a 
body or the like as well as of the reduction of the 
antigenicity of the compound or the drug and the 
stabilization thereof by constituting it of a 
structure having a polyoxyalkylene chain each at 
&alpha - and &beta -position of a glycerin and an 
amino group at &gamma -position thereof. 
SOLUTION: An amino group-containing 
polyoxyalkylene compound is represented by the 
formula, wherein R1 is a hydrogen atom, a 1-24C 
hydrocarbon group or a 1-24C acyl group; R2 is a 
3-4C hydrocarbon group; R3 is a 1-10C 
hydrocarbon group; AO is a 3-4C oxyalkylene 
group; n is an average number by mol of addition 
of an oxyethylene group which is 1-1,000; m is an 
average number by mol of addition of a 3-4C 
oxyalkylene group; n/(n+m) is not less than 0.8; 
and the oxyethylene group and the 3-4C 
oxyalkylene group may be added in a block or in 
a random order. A fat emulsion or a liposome 
using a phospholipid modified by the compound 
of the formula has low toxicity and has low 
generation of by-products. 
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F^— 4J005 AA12 BD03 BD05 



(57) [gJ^] 

tlfc U >J!if^S:ffl^^feJI§BelLS'J^ y V-A0«14AS'> 

imi^i^m] (1) ■^yj^^mT^^m^m7n>):t^ 
mm 3 -^4 <Dm<t:^m^. r ' it^mm 1 ~ 1 0 ©j^^b 

A0l*i^^»3~4CD;r=^'>7;b:*^U>a. n 

Ji;t^>'jif=-u>S©¥iSft*a^;ua!(-e 1 ~ 1 0 0 

n/ (n + m) ttO. 8Ji;l±, >Si: 



(2) 

1 

CHj-O<CH2CHj0L(AO) 

CH— ©(CHjCHjO)^, (fiO)^ R ^ < 1 > 

I 2 3 

CHj-O-R-S— R— NH2 

(tztz R 'ttTk^s^, ^mm 1 ~ 2 4 ©M^bTk^ 10 

4 (ombyiimm. R ^tti^^iS 1 ~ 1 0 cDj^^bTksga. 
A0{4jKlg»3~4©3r^i'7';i/+U>Ss ntt:t-:^i' 
ai5^^>KcD¥^MJra^;uiST- 1 ~ 1 0 0 0. mJiJ^lg 
iS3~4®3rdp£^T;i/^rU>S®¥*S|{'tSP^>'H!Sx n/ 
(n + m) ttO. 8Jil±^ :*-^i'J^^W>ai:iKlg»3 

[0 0 0 1] 20 

L<tt. ^U'^r^^K. ^atSt4MSK^ gJlR^if'NCD 

^ U ;f T';!/ u >f^KP^flgflS?L^J. U V - A ^ if 

[0 0 0 2] 30 

(1^^5:83 5 4 - 7 4 5 8 5 4^^!^^) fcSV^tt^JSE^fli 
^fln^PJ (ItMBSS 7-3611 5^^km) ififam^tiX 

bife'fb-&i^{co(,%T *s^^**^^(c:^ft)^^i. J; a tc^t -o 

Ofb^iB3tt!t$^5(z 3 _ 7 2 4 6 9^ii«{c^^nTl>S 

x^U>^ij3— -e-^DD-S- h 'J7'i'> 
(WT rrS{4<bPEG2j *^»e)^^•r^^i.<, S 

j^o;Jf>j3|-dPi/7';UdeL/>'fb^i^*)»^n-Cl>.i>o (^Hf 
M¥8-4 87 6 4#ii«) 
[0 0 0 3] 

=\^UWb^^T-|gfil)iUfe'J>flig4ffll^fcJ|gflfi?L^PK 'J 50 



!|^M2 0 0 0- 1 5 4 1 (P2 0 0 0- 1 5 4 lA) 
2 

*^^#e)^^•i)i:^nTV^■S>o cti^t»£3K©7'^ 
Mbfc?Stt{bPEG2tth 'JTi;>«*}to:t«). Elil 

fifiiSiS'&*<jes-rs©*Jiib<. *-o<b^ig5«f#scii: 

[0 0 0 4] ;*:^H^©S6tHi. -^b^!^^^-^ btt^SiJ©ftt 
iS14©<£«*5J;V$^<b©««*^*?)-r. tt:(*i?t?ei^H©M 

* V - A ©«t4 A*'i> * < X ^ ^ t:: i'J^^^©^^ A5'i>^: t 

[0 0 0 5] 

[S®S:«?*-r.Sife4«)®^g:] *^0^#e.{i±HB©^S 

t>^ (1) -c^^FtiST^y^^^^-ra^tf 

'J :^ ^ T ;i/ ^ U >-fb-&i^t- & 2> o 
[0 0 0 6] 
[<b 2 ] 

CHa-0{CH2CH20)„(AO)^ R^ 

CH— 0(CH2CH20]|, {fi.O\^ R ^ ( 1 > 

I 2 3 

CH2-O-R-S— R— NHj 

[0 0 0 7] {tztzx.. R'\i.i^mm.T. mmwLi'-2 

4©m7XmS*fcttj^«iSl~2 4©Tv/;i/a. R = 

\t.m.mm. 3-4 ©m*iga. r i ~ i o © 

a. ntt:t*i/3i5=-U>S©¥taftiP^>iHST- 1~ 1 0 
0 0, mJij^^i!a3~4®;i-#i/7;i/=^rU>S©¥i&M 
iP^-d/gfe, n/ (n + m) {40. 8W±, :t#'>Ji^U 

[0 0 0 8] 

[*B^®5lite©?g^] (1) {c:*3i>TR'-rji^^ns 

^mtn. 1 ~ 2 4 ®j^fb7k^»i: L-c(4. mmmm^tyiim 

ai:L•t^ :n^;uS, ya\^)l^m. -f'vrD 



(3) 

3 

V^v^T-U^l/*, 2|- ^ 5=- ^I/Ht' KrJi' 
[0 0 0 9] St. j^^|g{l~2 4CD7'i';i/Si:U-C 

Ks 7't;u>K. ^^}7.'f->m. ^vf^ 
^ig^i3<t viK^fs 1 ~ 4 <Dmm(D7)]y^)vmifit(i-^ u 20 

l^o **5s ^ (1) 4'lC(iR'*s2o#:&-r«Ai, dtl 
e> « Iq) — S ( i P o T V ■> T * «t O o 
[0 0 10] R'-t:m^tl^^mm.3'^4(Dmt:^mA 

[0 0 1 1] R^T-s^^ni.j^^i»i~ 1 o®j^^b7k^ 
ai:bT(ix p<^L'>as 315^ u>a. rai^u^a, 30 

[0 0 12] AOT-^*nSi^lS»3~4CD3|-:¥->7';i' 

tLT-*J;<s c®J;o*3r:^rS^T;i/^i^>Si: bTs fc 

?>tl-5o 40 
[0 0 13] ntt:t^i'T;i/^U>a©¥i9ftJn^;HS 
T- 1~1 0 0 0T-$)t)> mitmm^3~4<D:t^i^T)l' 
:^rL/>S®¥*9ft*P^-'V8!tt?&oT, n/ (n + m) 

0. 8fei±. »Sb<<*0. 9fe)L±. J;»)SfSb<li 

1. 0T-fe-i)o n/ (n + m) 1 . 0*?S®J©-&. t!" 

mD«!itt <v i'ttT? * 7 > 4^ t) J: I, 

[0 0 14] (1) T-«^Fn-2.*^H^®T5ya^;& 

bTS!ij§-rsci:*JT-t-5o ^-rs; (2) 50 



1^182 0 0 0- 1 5 4 1 (P2 0 0 0- 1 5 4 lA) 
4 

[0 0 15] 
CH2-0H 

CH— OH (2) 

I z 

CH2-O— R 

[0016] {A'p. R"' i±m-^{^Timm^^ -om^ 

Tk^Sx b < ttT 'J;i'a&sv>ii;^ ^ 'J ;va^cif® 
i^is»3~4®-fiiia-&#*i^^b7kssa*n^-ro ) -e* 

H*5j;tJfj^^^3~4®T;i'*U>;r=^ri^H* 

{'Tira^-a-So c®i^s ^b^^ (2) \zjL^\y->:ir^i^Y 
*MSngf-»fc^, i^^»3~4®T;v*u>;2|-:^->K4 
MJD^-B-Tt)<tV^b. :!^=f-\yy:^^i^¥hmmWi3~A 
®r;i/*U>:t^ri^ HSrig^bT— atCftJDSJiS^fTtJ 
■r4)J;^^o aif=-U>:^-:^ri^Hi:j^^SK3~4®T;V:¥U 

U>li®f^7kt4*€^ofc«). :t^5^3i5^l'>a*s8 0% 

[0 0 17] *-r<b^ (2) SStSiSK: 

ttji5!^^. M^Mm^ffvv 1 0 o~i 4 o°ct-t;u^u 

Ki:jgJ^|$3~4®T;i/*U>3r-:^i^ Ki:®il^ 
m SffiAbs S/l5$*5o SliSi8?T»> J«£ET-C*S 

^s ^K'5;i:-®K4Jn;iT4'ffib> J;i;f^ja^ff 

^ (3') 
[0 0 18] 
[^b4] 

CHj-0(CH2CH20)^(AO)^ H 

CH-0(CH2CH2OJ(, (AO]^^ H O') 

I 2" 
CH2-O— R 

[0 0 19] (iC4'®H3^ttH5s3i:P1t) -ea$ni>'(b 
^^&f#5o 'ii'5»cj!Si^T*4»7ki^a5&7;i/=^;i''fb*5 
ttT'i^Mbl-.S^&ifs i^<b*^S03JASfToTiC 

(3") 

[0 0 2 0] 

[<b5] 

CHa-0(CH2CH20)„<AO^ R^' 

CH— ©(CHjCHjO^, (AO^ R^' < 3 "> 

I 2' 
CH2-O— R 

[0 0 2 1] {^^. R " itmmm. 1 ~ 2 4 ®j^{b*^ 

)\^^MbRmt. R'T-7i^^ix5^^b7K^a**-rsT 
K (>'^D'y>-^bT;^*;^) s ■t)v^=.)1'/\ 
=7-{ Ytt.ii(DT)\^^M'iM^. it-^m (3*) ®7k^ffi 



t:?ftbt:i. i~3. o<g^;i/iox.. 9 0~i2 0'C-c- 

[0 0 2 2] Ti^Mt<D^J^yit^ R'-e^$n-57'i/;i/ 

7->;Hb^J4fb^i^ (3') ©Tk^atc^tUT 1 . i~ 
2. 0{g^;i/Jinx.s p- h;i/^>x;i/^>K©#:ffiT. 

1 10-14 0°CT-9B#F^. ffi^*i®-&S^55:^T^^^ IS* 

i/MbcsfsuSo ^©.t^icb-c^fciC (4) 

to 0 2 31 
Ut6] 

.1 



CHs-OCCHjCHjO)^ (AO)^ 

CH— 0(CH2CH20^, (AO^^ R ^ 

I 2" 
CHj-O— R 



(4) 



[0 0 2 4] (iCtf ®=&8B-9ttH58Bi:lnli6) -^S^nS 
^b-&^(Cs ( 5 ) 

HS-R'-NH2 • HC 1 (5) 

(iCtf. R^ttSdsBtPifil) t-«^ixa<b-&!Ba (4) 4^ 
©Tu^vasfett^^ •j-'i/at^bT 1 . 5~i ofg^ 

;i'*P;t> mX.\t:^^ J—)^. oi^S-y— ^l/^^CirOT^bn- 
^l/cf'-CS 0~4 0°CT-3~7B#P^S*&$-fr, 7^y»© 
ISlAS:ffao S/S«IT«. 1 NNaOH*«6f?S-r-pH* 



D D^^l/AJfJv'^DDpt^ >;fei^©^J^{c?§Mb^ -e© 
^7j<i5febT*Si;5©{b^!^ (5) ^^*-ri)o 

^*®*bfc®t.5ia&ffvv (1) (Dib-^i^^m 

[0 0 2 5] *5SB^©Ti>'a^*5}<>J;t^i^T;i'^U 

« 1 



(4) 1^582 0 0 0- 1 5 4 1 (P 2 0 0 0- 1 5 4 1 A) 

6 

^n^ztlzi.K). flifl*?L^J43J;lh'U4^v-Ag#®$ 
[0 0 2 6] 
Mig^iJl 

^/■'J-feU>^>'r'J;i':c— 7";i/6 6 g (0. 5^;i/) t. 
10 Tk^^b* 'J "i; A 1 5 u >y h;^^;*-- h ^ \y—yizi± 
n,^. ^rt4^^3tf;^tcE«iufc»> i2 0"C(c#iau 

fco aci%-C3i^U>':t=^rS^h-2 440g (5 5^;p) * 
EEA^^ 1 3 0±5°C-C m^SliS^fTofc., 
g|g:^f>^^iiD:feAse,^^-ir (2 0 OmmHg. 0. 5 
X *S/iB©:J^f^U>:4-^i^KS:l^*L8 O'CS-C 

OtCflSbx 1 0 0±5°CT- 1 0 OmmHgx 1 KfHfltt 

bfc«*!iS'JbT<b^iB!)2 3 8 0 g*f#feo f#?.tlfe<b 

20 ^®*^»fiffitt 2 2.4 mnmit 23. 0 ) . ^ea 
ftistto. 1 9 mnmtto. 2) x-$>-otzo ^s:*. * 

^afffitt J IS K-1557 6.4 (1970)© 
;^^{Ci|ibTx ^eaWfttttJ I S K- 1 5 5 7 6. 
7 (1 9 7 0) ®:&SlCit6bT«iJ^b*:o •fb-^OjJs^^ 

^Dx'h^^7-i'- (fe^TGPCi:V^Oo ) ffi:$}tfi^^ 
S:0 2i3J;t>'*l tc^B-To GPC©^lfr*WiWT©jl 

GPCi'::^7'A : SYSTEM- 1 1 (BgWSX«feS;^ 

30 ttsa) 

GPC*^A : SHODEX KF-804L X3 
: THF 

SSLS :1ml /m i n 

■i}->y)umm. : 0. 1 5wt% 

*^/v3t-— : 4 0°C 
[0 0 2 7] 

[ai] 













19.9 


20759 




2 




22. 339 


5193 




34156 


«7 


25.3 


1114 




0 






5131 








5268 






1 


. 02673 



[0 0 2 8] 'H-NMR>^'^^ h;i/CDjK^ttWT<3Dii 

»H-NMR {6 (ppm) . CDCl/TMS) 
<J = 5. 2ppm (C = CHjl) 



(5 = 5. 9ppm (-Cil=) 

ii^ ( 6 ) 
50 [0 0 2 91 



yH2-0(CH3CH20)ssH 
CH— 0(CH2CH20)55H 
iH2-0-CHa-CH=CHj 



(6) 



[0 0 3 01 ■cm^tli>it-^ (»^S : 5 0 0 9 ) i: 

[0 0 3 1] mmm 2 

^''U-b«J>^>'T'J;i/Ji— 7";V6 6g (0. 5=E)]/) t. 

*K'fb3!jU'l7A0. 6 gS:5 U 

tttiii«A. ^rt?£^^:)tfXlC®«lbfc^. 1 0 0°CIC# 
iaUfeo ^3^^<^■e3l^^>:^*i'K 1340g (30^ 
;)/) , 7-nhru>3|-:^rt/Ki 1 Og (2^;u) S:fha« 
{c:ti-»Jl5l>)s :K|-(c:'&i.$-CJl^Lfeo l 10±5°a 
1 Okg/cmH:ATffl^<*-rW-fi«J;ti:ii^U>:^* 

S 2 



(5) t$B82 0 0 0- 1 5 4 1 (P 2 0 0 0- 1 5 4 1 A) 

8 

2 0 OmmHgCDaiffT. 3 0 :fl-F^-e*S/i&CD 

8 o'c^-x:)^WLrzo -ecD^. 1 oaa%^Kzkj^^s-e 

pH*7. OtHSU 100±5'C, lOOmmHg 

*ftBbfc^«:!iSiJbTft^!g9l 4 4 Og $:?#fco 

[0 0 3 2] ^#6^^fc^b^i^cD7kigaffitt 36. 4 (ti- 

»fittt3 6. 2) . ^fiainstto. 3 0 mmmito. 

10 3 2) T-feofeo '5:*3. *^SIffi*3<tt>-^iaioatt> 88 

is^vm 2 ts^-To G p c<D^m0kmtm^m i u 

[0 0 3 31 
[^2] 













21.2 


9539 




1 


JRA 


23. 341 


3082 




24069 


»7 


25.6 


953 




36 






2969 








3061 




^^^^tear (Mw/Mn) 


1 


. 03102 



[0 0 3 4] ttS^lSii^. SJ©^<^i5<fclP±8BcD^«ffiaj; 

*)m'otirzit-^m(tA (?) 

[0 0 3 51 

[fb8] 

CHj-OCCHjCHjOhoiCHCCHJCHjOzH 30 
CH-0(CHjCH20)3o(CH(CH3)CH20)2H ^7) 
CH2-0-CHj-CH=CH2 
[0 0 3 61 T-«$ni.<b^^ (^^m. : 3 0 8 2 ) i: 

[0 0 3 71 mmm 3 

i^iifi^j 2 -cffenfcsc ( 6 ) (D^b^m 1 0 0 0 g ( 0 . 

3 2^;i/) i:*K'fb5!3'J't7A 1 5 0 g4 5 U ^;^^3^- 
1 0 0*Ct#SL.*:o iJ^V-r^f-^U^n 1; h*4 3. 5 g 40 

(0.84 * * 1 0 0 ± 5 *x:o*^1=T■r•ttJi^;eo 5S 

9(3 



JSffiT (2 0 0 mmH gfeiT) T* 0 . 5 B#F^. *S/SCD 
p{^;U<5'DU KSBS5*Ufco «C^^T•5 0 0 g®*S»f 

®7';i/:)!7Ui3-*m?)fi!^v>feo ^®'^. ioa:ffl%JI^7k 
^MT'pH*7. OtCiSSb^ 100±5°C. lOOm 
rnHgc^^if^T- i^SffiiTkSffofco i)?K:8 o-ctrj^ai 
b. ^fmbfcffi^^sijbr-fb^ito 5 5 g^mtzo n<b 
fitzit^<&i(Dimmm\i.Q . 04 (th»<iitto)> ^pea 

SifittO. 2 9 (H-gC^fittO. 3 2) T-^ofco **S> 

tzo GPC©^1ffJg»*llI4*5ctV«3tC^-ro GPC 
©^«f*md;«!jtfi>ij 1 i:lBl bi: bfco 

[0 0 3 81 

[«31 













21. 3 


9029 




2 


IHiA 


23. 327 


3106 




25082 


«7 


25. 4 


1057 




28 






2987 








3075 






1 


. 02931 



(6) 



[0 0 

[0 0 

CHz 
I 

CH- 
I 



3 9] m^mn. siiSife<i^*3j;v±i3<o«-wffij; 
htitzib-^mt^ (8) 

4 01 

1 

-O(CH2CH2O)30(CH(CH,)CH2O)2CH3 
-0(CH2CH,0),o(CH(CH^H^)2CH3 (8) 
-0-CHa-CH=CH2 



1#g§2 0 0 0- 1 5 4 1 (P 2 0 0 0- 1 5 4 1 A) 
10 

[<bl 0] 
CH3-0(CH2CH20},sH 



[0 0 4 11 -e«^*i,5^b-&t> (^^a : 3 1 1 0 ) t. 
m^Ltzo 10 
[0 0 4 21 mmm i 

H-0P7^X=lJc:iC (5) (Dit'^<&lt\^X7^yj:.-9> 
=}-iC—)\/ (HSCHaCHjNHa • HCl) 4 5. 4 g 
(0. 4^;i/) 4Atl^ *^#?g-tf^*Je>iaS*3 5±5 
"CtCiS^bfeo iJ^lN-C-Sijg^'JlT-^figbfcSC (6) CD<b 

-^igas 0 0 g (0. 4^ 'J'y— ;i'5 0 0 gt^ 

TjiSTbfco ^SrST«lT^s ^ ^(C 4 0 ± 5°CT- 5B$ 
H«f#bTS«&S:i^ttfco S/iS^x lNNaOH*jg?g 
T-pH^Qtillfibfco iJ^t 6 0± 1 CC. 2 0 0mm 20 
HgJilT®JiBET-C^<5'y-;i'S:@*bfc®t.. S/i&il 
^!K!l<£<^Dn>^;i/A 1 0 0 0 gtcSV^P^-a-fco iJrtc 
^fiS^^D-htci^bv fiSffiA^Tkl 'J h^UT-SHI 
*i5tbH 5feS/;ScDT^>3i4'>5=-:;i-— ;i/*[Sft*bfco iJ? 
l^T- 1 1 0± 1 0°C. m.mm-mm.T. SOmmHgWT 
CDMmTT'<?nD7^;i/Ai5J;tJt7k*@5feb. *fmbfeA 
ffiS:5^1(c:J;t3^*b^ -(b^iiJ (:9-^S5 0 8 6) 4 7 
2 g*#fco »e)nfe^b^%®-«lT ^ >ffitt 11.3 

(ff»fit(±l 1.0), ^fiSfflSO. 0 1 (thffffitt 
0) T-afeofco 30 

[0 0 4 31 jS:*, -i^T^ >(ffitt^^}«^t:j;D5R«) 

SiT^ >ffi£D<»&Sb5lv^fcfii-C-afe-5o Kffi®aiJ«ttJ 
IS K- 1 5 5 7, 6. 6 ( 1 9 7 0) CD;«i^k:i(Sb 
Tfr^fco ^fiSffiSttiSjiey 1 i:PI«t:b-CS!l^bfeo 

'H-NMR (<S (ppm) , CDCl/TMS) 

<5 = 1.85ppm (-0-CHaCHiCHi-S- 40 

CHaCHs-NHi) 

<5 = 2. 75ppm {-O-CHsCHaCHi-S- 
CHjCHa-NHj) 

<5 = 2. 65ppm (-O-CHaCHjCHj-S- 
CHiCH2-NHj) 

<5 = 3.40ppm (-O-CHzCHjCHa-S- 
CHsCHi-NHj) 

<b^<^tt^ (9) 

(0 0 4 41 50 



I 

CH— 0(CH2CH20},,H 
CH2-O-CH2CH2CH2-S-CH2CH2-NH2 



(9) 



[004 51 CDfb^ (^^S : 5 0 8 6) i:«^b 

[0 0 4 61 mmm 2 

Hop7 7;^3<ci5; (5) cDYb^i^i:bt7^y^iJ'> 

(HSCHzNHa-HCl) 40. Og (0. 
4^;U) SrAtl, *»§SSf^**?)iaaE*3 5±5°C(C« 

jtbfco J^:^^-c«^jS0>Jn?^figbfci^ (6) ©jb-&«j5 
oog (0. i^;i/) s^^'v-^i/S 0 0 g»c«sp^ 

Tbfeo ^mnSTSlT^, $?>{C4 0±5'C-C 5B#H^^ 
^b-rSliS?&i^»tfeo SliS^. lNNaOH*^?S-??p 
H^gC^^bfco eJ^tC 6 0 ± 1 O'C, 2 0 0mmHg 

^i7DD^;i/A 1 0 0 0 s\z-^umm^'^t:.o Wi^±m. 

D- h b. eaiarft^* 1 >; h^w-e 3 niTkiJE 
bx *S/iS®TS;y:n^>f=-3r— ;i/^|i^Abfeo 
1 1 0± 1 Ca ^^HamT. S 0mmHg«T©Ji 
ffiT-C-;J'nD4>;uAi3J;U'7k4@*b, *fmbfc:feJfi* 
5iStcJ:»)Rf{*b. <b^ (^^^fi5 0 7 4) 4 7 2 g 

«:fffeo ff e>nfe<b^#j©-siT5.>«ii 1. 4 (m- 
flcfiitt 11. 0 ) . ^taws 0.0 1 (tj-©ffi{i 0 ) T- 

feofco -i^T'^ >ffii3J;l>-^fiaffi«tt^ite«?'Jl 
i:l^«l»CbT«)^bfco 'H-NMRX'^;^ 

'H-NMR (<5 (ppm) , CDCl/TMS) 

(5=1. 85ppm (-O-CHzCHiCHa-S- 
CHj-NHa) 

6 = 2. 75ppm (-O-CHjCHzCHi-S- 
CHj-NHz) 

(5 = 3. 74ppm (-O-CH2CH2CHS-S- 
CHi-NHz) 

{b^^ttiC (10) 

[0 0 4 71 

[-fb 1 1 1 

CHj-OCCHjCHjOjssH 

CH— ©(CHjCHzOssH <10) 
I 

CHa-O-CHjCHjCHj-S-CHa-NHa 
[0 0 4 81 ©Yb^^ {^^a : 5 0 7 4) i:it^b 

[0 0 4 91 ^fif60t|3 

Hop^^xntciC (5) ©{b-^i^JtbTr^ycn^v 
(HSCHzCHiNH, • HC 1) 72. 6g 
(0. 6 4^;i') «:Anx *^#ig-<f^A5e)iaaS:3 5± 



11 

{b-&<^5 0 Og (0. 1 6^;i/) -'I'S 0 0 g 



jSpw-csSTUito ±la)iST$l7'^^ ^e>ic40±5°c-e 

5 B#H«j* UTSi&^i^Wfco SHR^x 1 N N a O H* 

mm-cpa^QizmmLtzo acice o± i o°c, 200 

mmHgJ.:>LT(OMflETT-;<<?>'— ;i/?r@*bfc®-^)v S 
/£ii-&t)&^'Du;Jx;UA 1 0 0 0 gtcSlK^^^-frfco 

fco 1 1 0 ± 1 0°C. g^SH^T. 5 0 mmH 

bfeAffi^^jatriDPiSsAL, -fb^ife (^^^a3 1 5 

9) 47 0 g$rf#feo m^tifzit-^m(D-mT^>mit 
17.9 (n-stfiiji 17. 8 ) ^ r-mas. o . 02 (tf- 

'H-NMR (<S (ppm) , CDCl/TMS) 
5=1. 85ppm (-O-CHjCHiCHj-S- 
CHaCH^-NH,) 
6 = 2. 7 5ppm 
CHiCHa-NHa) 

6 = 2. 6 5 ppm 
CHACH2-NH2) 



(-O-CHjCHjCHi-S- 



(-O-CHjCHsCHj-S- 



rOR* 

HO— OR® O 



10 



(7) 1^182 0 0 0- 1 5 4 1 (P 2 0 0 0- 1 5 4 1 A) 

12 

5 = 3. 40ppm (-O-CHaCHiCHj-S- 
CHsCHi-NHj) 

<b-&^tt^ (11) 

[0 0 5 0] 

[^b 1 2 ] 

CH2-0(CH2CH20)3o(CH(CH3)CHaO)2H 

CH— 0(CHjCH20)3o(CH(CH3)CH20)2H f 1 ^ 
I 

CH2-0-CH2CH2CH2-S-CHaCH2-NH2 

[0 0 5 1] CDfb^i^ (^^ a : 3 1 5 9 ) i:}6^ b 

[0 0 5 2] m^m 1 

TfifiE^itbT. «Si:'vH?42 0 0 g^ mmtLXy'^'*)' 
jti''J>/^JVS.7'—h (J-^ATDPALiH-ido ) 4 g. 

mmm i t-f# ntsc ( 9 ) ©ib^^-c p e oi^m^n 

ofciC (1 2) ■Gm^tl?)if:^7'Tti-( }]/7t^^yT^i^ 

— ;i/r ^ > (l-i(,TPEG2-DSPEi:V^ 
do ) 5g. iJJ;t>-WSU^^> (J^>LTYPLi:^^ 

20 do ) 7 gss^b-r^sbfcfliasa^jsffliv ^ofl§ 

te?L^j!fe7-y h#M(^tCi§#b (2 0 0mgTG/kg 
<*S) ^ jfilbJ;a4'®DPALU^;vS:rS^^nx'h^ 

[0 0 5 3] 
[<b 1 3 ] 



CHj-0— P*0<CHal2NH-^(CH2yiC-NH-( 
OH 



(1 2) 



R^R^ 



rS-<Chfc)5-CH2 

i-0(C2H40)99H 

0<C2H40)saH 



-CO(CH,),iCH, 



[0 0 5 4] tmumm i 

mim 1 -e^ffl bfc^b^^ (12) ©«ito t) {c-^iiimcD 

4^U:n5^U>yU3-;UT'0fi»*fi^ofc5S; (13) 
(WTx PEG l-DSPEi:UOo ) 5 g*«l^fc^:* 



[0 0 5 5] 

[fb 1 4 1 



CHj-OR 
I 5 

HC-OR |j jj H 

CH2-O— P-0(CH2)2NH-C<CH2)2C— NH-(CH2)j-0(C2H40)iioH 

OH 4 6 

R , R - -CO(CH2),eCH, 



<1 3) 



[0 0 5 6] itmumm 2 

mmm 1 -^mm^ntzmm^mmmim i: p e g 2 - d 

SPESrfflV^-r, §P«L/i^^> (YPL) 12g^ffl^,^ 
fcc:i:W^1^(±Kilfl?"Jl iillSJcfTofeo *6DiK^*06 
(CTj^fo 06<t t)DPAL®IlilbJ:o't'U'<.;H4, PE 
G2-DSPE>PEG1 - DSPE>YPLCDjgti^ 



[0 0 5 7] 

50 c:i:*JT-#-5o s^cs ^memit-^mt') >mmizmm 
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(8) 4^512 0 0 0- 1 5 4 1 (P2 0 0 0- 1 5 4 lA) 

14 

[0 3 1 mmm 2 -cf»fc<b-&^© g p c a>m^m^»^ 
[la 4 ] ©iigffij 3 -ef#fe<b^t)®G p c<D8Si3-®^^j^ 

a 4" CD D P A L U'^;!/©!? ffil^SSrS^-fo 



[^1] 



m2] 




( x 
lea 



(X 
168 



n 

46 
26 
6 



m3] 



49 

28 
B 
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beST AVAILABLE COPY 



(9) !|$g|2 0 0 0- 1 5 4 1 (P 2 0 0 0- 1 5 4 1 A) 




